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(I-B-4) 



No. R 6 


No. 


R 6 






11 




2 


Me 


12 


X> 


3 


Et 






4 


i-Pr 






5 




15 




S 




16 


"-C0 2 Me 


7 




17 




3 


X> 


18 




9 




19 


» 


10 


JO 


20 


TO 
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O HN'C^-S' 

c 

~r s I no~ 



No. R 6 


No. R 6 


1 H 




2 Me 




3 Et 




4 i-Pr 




5 v^OMe 




6 ^CF 3 


^ -C0 2 M8 














JO 





[1] -«5£ (I) ^$tu5^Wft^»©5*,. R 
3 ^**K^Srsgfc-rft-6-», T?£t>h, (I 
A) 




-eta, 

[0 0 4 0] -jftS; ( I A) Tv^SHSfciS-*!*, -« 
* (II) 
[ftl 1] 



mk 6S - 

tt«tilEiiaicS!ft*«b-t-. ) -es^aflsG*^ - 
*&£ (ill) 

[00 4 1] 
[ffcl 2] 

[0 0 4 2] (II) T7^S^3fb^-«iJ;-)K:S; 

(ill) ^SftSft^ftw^tt^BT?*?). «* 
ff, *?Stttf8H$8G (S?*7v***AT3 K, V*?-* 
JVV**-^]-*, ^fOWA, JMS^U-V", i*=fvv 

0#ST4fctt#»ftT> 0~iS«it*-eRJ*$*5i 

[0 0 4 3] «»S»ttffi»RtSttKTW*fe(-:J:-oT 

Sfcli^^- ^*ro«flH£w«l«ItHlS(4 J; < *n feftT 
*3 5, Mx.ff. (i) r^*yja*»», (2) sms* 

#Tfc*3tt5JK««KJfc. (3) Jn*##*C.fcaj|&R 
(4) ^y/v-SwjffifittlSJftsfas^if htiZ. 

[0044] ^thbrnirmzmmmwi-zk, 

(1) T/v*yjp*5>«^J;5l!ie:SIS)Stt. Miff, 

>p, r/v#y&JR<z>*6tfls» (tkbMW- h y ? 
a, *SHt#y?A, *»ty??A^) , r^*y± 

S^MW*»t« (*»t^y-7A, *SWt*/l'i'!?A 

» *fci4sm« h y y fj>» 

o~4 o'croms-efffctotva. 

[00 4 5] ( 2 ) K*#T-?®R«SIHJEI4. «*. 

ff, (»t>fi/y, ^b*w, 

v, fti^fvK r=y-A-*» t>, mm, b 

(Jfflt, «^) t>u<i4rftfe©i&&«i (lift**/ 



emm) 0-1 0 o < c®aar*fi i *fcitL5. 

[0 0 4 6] ( 3 ) M*m&MK i. 5K«MSJSii, 09 

mm c^-?/v» (7h7tKB77y, y** 

ynwhyf) , =hy/v* (r*h=byyv 
f) , km (^f«*Ar5 m) , *, 

tttt (^-^A-^iS, /^S^AS, *BMb^5^ 

T, o~2 0 otffli&g-efTfcfrftS,, 
[0 0 4 7] (4 ) -> y /v* ©K&^KJStt, Mx.fi, 
7kiiaftb5 5«»!R (7h7tKo77y, r-t h 

10 0 4 81 4ft, A^Jf^HoftgSi LTff, 

Hmfhin^ *»S»»aSt LTi4, Miff* h-* 
V^^J6. 2-7>7tKnlf7=*i, t-:/9vv 

yy^vy/v3E, t-^f*s>7is*vjA4S, r 

£LTI4, «*tf^vi?/K**i/#/i<#=,«>aS, t-y 
h*->*/w#=/w-S, hy^/v^-ar-fe^/vs, 9-7 

i^/i* * b^y^^vm. 2-Tbyt KPbT5= 

«»SiLTI4, ±IHbfc«^tfc*«tA-oig«Klfc 
K»Tt5ST*)h-tf!|#lcPS^SJx<ev\ Miff, T. 

W. Greene, Protective Croups in Organic Synthesis, 
Wiley, New York, 1991ICfa«£ftfcfc«;6Sfl!l,^;ix 

5„ 3m#icff*^ca«f^5rt-efffe57)5, rtL 

l6W<t'g**»g t»3&f 5 n i iOSUS 5„ 
[0 0 4 9] [2] -«S (I) T*SStL5-ft-&*®5 

*>, R 3 *s C l~8T/v*yv£SriSto1-{t:^i», 

*>, -«W ( I B) 
[ftl 3] 
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(sW, R M iic i~8m^»bL, 

(i«T<o*-)£Ki oTSig-T 5 £ i a^-ftr 5„ 

[0050] -as* (i b) -cssjxS'fb&wt, gria 
(II) TS2ft3ft-3*£-K:S; (III) 

(IV) 
[«14] 

X R 3 - 1 (IV) 

[0 0 5 1] (II) f^^^aft^tlSr-KS; 

an) T?7S*tuSft^-fttSf£;^*T#e,tvaft'&«i 

t, (IV) T?S*ft3ft^ftiroKJSl±&*ii-C 



fe5„ ^ffitt*«g« (v^UvVsMaATS 

b/vai>#) tp, «^ (^m*y7A, 

[0 0 5 2] tii*JB»i: LTM^S-KS (II) , (II 

i) mxf (iv) •e^snsft-e-^itt, ^ftiffl*i£K 

fc-g-«n?S>5, «X-i4\ -«SC (II) T*£tiZ>fc-&m 

5« 

[0 0 5 3] 
[ftl 5] 



< EWi C C0 2 E, et0} R < 
(V) (VI) 

(vii) (vm| 




[0054] sisigs;*, (v) x-^$ti%fc 

Stt^S-HJj; i tcfTft o -c % ± v ^ U v ■> < oa»©EJ£* 
T«tefT*o-ct>±v\ 

[0 0 5 5] 

[*«$*] -*9s£ (i) -e^^^3*?SBjft-a-*asp 



-f^hn (in vitro) »*Ty±^( 

immxm u 9 3 7ms (t f-msRs*) &i o%? 

■>l&iSjlL?ffSr-*tpRPMI 1 6 4 0#tt>fiT?#*Lfc. 
U9 3 7ttUS«rl3JKU 20mMhJ^Ii (T r i s 
-HC1) [pH8.0, PMSF (ImM) , v 4 
> (leupeptin) (lug/ml) , ^^9f->A (p 
epstatin A) (iig/ml) ] fW-WXt 
fc. i£i^«l (15, 000 r pmtU 0£M) ±flf£HI 

onoQ (7r/wvrtt«, KRi-^jeife&yA) 

* 5 Afca*, N a C 1 © 0 ~0. 8M©B«*)E-e^W 
Lfc 0 10(iMP!)/7A (rolipram : PDE4I» 
HW»J) t±"JPDEffitt©m*Ufcpf^SriajRU P 
D E 4 R#ffitt£M£1-5fc»®»*«i LTWH L 

[0 0 5 6] flWffittSffii*, HTO»Tflfto)!; G 
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0 n 1 (( 



p H7. 1: 



38Wfrn**& (1 o%dmso) jsiffi On \<d 3 h 

-cAMP (20,000 c pm, 1 0 n M) [MgSO 
4 (lOOmM) 3SZW*/MITn<7S. V (lmg/ 
ml) S ^V*— (lOOmM, p 

H7.5) ] Zm&U Sitt3 0»Wy# a ^-fL 

fc. 2.5^iw«^u^i'«! ! aLSJK&ffjhs*fc 0 a* 

(2, 000 r p ml? 1 10,1®^« (snake 

venom) (Img/ml, f^ttS, ifiStV7 0 

oo) 4rJnxL, ^aT-ao^M-fy^-a^-hLfc. ± 

«50, lSrT/V?^-*5A (1 OO/i 1) C«*, 8 
0/, l©0.005NffiSrtmUL. «tbffiE«Sc#tStt*!S!l 

J2Lfc 0 ) 

[00 5 7] #3&BHkg*» P D E 4 |fi*ffitt**£tT 
oSidflHL*:. 

PDE4SW1W (%) = (l-*3S(Hft#«l#ftT 
©ift*fffitt/*:*lHft^#i##ftT»ft4tett) x l o 

0 

[0 0 5 8] I C so fl[|iPDE4fiHtSr5 o%a^i-5 

soMMtfr* 1 1 

[00 5 9] 

[*1 1] 



[*tt] -Kit (I) T*£;h,3;«8gfHt;£*©«ttl4 



[o 



i] 



mss,s~©sffl] *3swt£*i4, PDE4ia*stt 
*#1-5rtT% <$S=ffi£» (fit, MSttJHnfcJS, a* 
ASS, TKS, ffF£*) , WKStt^m, Twv*-tt£ 

#«L.±5ffi> JEWS, S?o, ^-Srvyv#}. *jk 

[0062] #*gn?M^s-*5S; (i) -?*£*i,3ft 
»-t-fl^3io4. ffl*. ^#»*fcr±^9f»t, Mr* 



■GBR. #r*»*. «ta«rNI«i:J:!J*45 
2)5. aS. j*A-A&fci5, lBKoS. lmg^blO 

oomgo(SH-e, i 0 iiaa>&*HRnS*iSft6fl>, 

*fc(4)tA-Afefti5. IHICoS, lmgHlOO 
mgoeif, 1 B 1@^6»IhI^PK-¥ (»*L< 
14. #»S#) 5ftS*s *fcl41 B1R#W*>5 3 2 4 
BfPfl©«6HT-Mrtfc»RK-¥Stv5„ t>*>5A,litllBL 

[0 0 6 3] -«5S ( I ) t?*Six5ft-&«lSrS#-t-5 
Bltlt ftP£^©fcft©H#»J**i. 

fflSJ. *fe#J*fiLTffi^E>:h,5. igP&-'j-©fcJt>©B# 

»ritftiir±. mm. %m. #7±a<#l saw. immm 

7 htfT'-fc/v-as-g-SftS. r©£5&H#»j**fcl8^ 

14. tSWSoT, *Sttfctffc#J^©8£Jl#.l> «i 
tf*yry 5 fcWWfl, WW**' 

y=-/t*#;v->?A©£5ftj«aM. ?*h-*©J: 

5 ftttftttgUM frS# LTV m * v \ »HS fc BAM 
I4£.»cj;l5eil, 1f7fy, tKB^p»t* 

h t£ if © HSttfc 3 VM4K8S1W5K© 7 -f A-ett« L 
TV^T t>±^U Sfc2£t±WS-C***LTV^TfcJ: 

[0 0 6 4] gP&#©fc»©fg«&B£«4. ssiwc 

^Sr-ttf. r©4 5*«Wlfig«lt*3V^i4, Otoi 
fcl4^K±»Stt«iH*!. -KWfcfflv^ftS^ffitt 
ft#WB MfLts, »»*. x.*;-/i<) izls^Zh 

3„ r©*Hj$«4. ^ffitt/SftJRMK^fcSSM, ISM 
#J©£5MIWiJ, U"!*#J, **#J. BSJBE5N* 

^#UTV^Tfc±v\ SPK^©fci6©-t©fc©»^ 
itXtt. »io*fcl4-ttL«±©ffitt«^*, * 

h a ffc&ft © e i v $ n s * ^ u— #j ^ * n 
s„ ^©«Ej*«i4^fStt**«fflet^tcs«M**-7-h 

V * A© £ 5 fcSSSfl t ^5SttSr-¥x. 3 ± 5 iaWM. 
^^SS©±5*#3S«l*'^#LTv^TfcJ;v'' 0 ^7*1^- 

9J©»it*fel4. M^14*H#»«2, 868, 691^*3 itf 
^1*3, 095, L <)H*S HTV » 5. 

[0 0 6 5] #»9ifcJ:5#gn&*©fc»©3i*r8lfc 
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mm. %mm*&^-rz>, *tt©?g«k waiit 

ft#&Vk<z>&mL SsiSSIiLTll, Mz.a?v¥u> 

M-b80 (SSSSjlK) 4f«s*>5„ Sfc, ««©*tt 
UTt>±v\ r ©■£?£»)£*[*, iteKHH. H 

*i, nmu %&tm h- 

[0 0 6 6] 

■fc©t?i4^V\ ^n7^?7^-M5»I, TLC 
[0 0 6 7] 

2- ( ( (i, 3-s>^^tr?^-^-6-^A-) r 

5/) >5^» 7-B^-l, 3-^#/M?V»'i? 



[ftl 6] 



(38.9g) fSi.Tf5-T5.S-l, 3-^f*I? 
(20. Og) ©jg-g-«£«H& 1 2 0<CT-HSfK}K 
#Lfc 0 HJS?a^*Sfi*-C-ft9#, (2 0 

OmL) £jJH;tfc 0 iCfcKSSr^jS^, **U TIE 
*tt«*#-f-S»aft-&» (43.56g) *#fc. 
TLC : R f 0.59 (Jno*W : *9J—fls=l 



= 7.2 Hz, 2H), 4.24 (q, J = 7. 2 Hz, 2H), 3.74 
3H), 2.23 (s, 3H), 1.38 (t, J = 7. 2 Hz, 3H), 
(t, J = 7.2 Hz, 3H). 
[0069] ##W2 

1, 3-W^l'-4-?nnt7^B [5, 4- 

tr V 5 • if*x7?A- 

[«1 7] 



[ 0 0 7 0 ] ##« 1 "PSSit Lfcft-g* (43. 56 g ) *3 ± 
tfc*-=r->iSfc 9 Ay ( 1 4 4 m L) ©ffl-S* £ 5 BJRBSifD 

* . mmijS £ * o T fc ^;*!SS 3 L C ft 5 * t?* Sr JD 
xifc^, «S,ft£5i®Lfc„ ttfeHS-M^^v (l 
l) fc*A?U *fcJ;WSSftA^*T-lfi»i5fc#L, m*. 

(28.47g) 

TLC : R f 0.85 (?on*;VA : ^i^/-;v=l 
0:1); 

NMR (CDC1 3 ) : 8 8.95 (s, 1H), 4.45 (q, J = 7. 
2 Hz, 2H), 4.07 (s, 3H), 2.76 (s, 3H), 1.43 (t, J 
= 7.2 Hz, 3H)„ 
[0 0 7 1] ##«3 

1, 3-->'^9 L ;V-4-^OBt , 5v'ti [5, 4-b] 
[flSl 8] 



bH, 

[0 0 7 2] ##«2"C»itLfcft-&* (28.47g) © 
bdf^^y (2 2 5mL) SWC 8 5%*HK 
*!)!?A (59.15g) SrSPXlfc^, * (18 OmL) & 

MTU Sfit-HWtft. *SfT, HJS?S-&S«Sr 

4N-ig« (2 2 5mL) T't+iiFPLfc, £tfc»i*5 
SSL, «, «L, TE«tt***r5S«ft-&® 

(25.25g) £#fc„ 
TLC : R f 0. 10 (?on*W : *tt/~JV=l 
0:1); 

NMR (DMS0-d 6 ) : 5 8.90 (s, 1H), 3.99 (s, 3H), 
3.34 (bs, 1H), 2.67 (s, 3H)„ 
[0 0 7 3] ##M4 

1, 3-^f*-4->Bnlf7yti [5, 4-b] 
b?'Ji^-5-#/H!?*tf-5 K 
[ftl 9] 
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bH 3 

[0 0 7 4] ##M3T-«itbftft-&* C15.79g) *5 

ixmxa-*-*' (25.5mD nm^m&immsm 

(14 0mL) *«, *»T, ^b7tKn75V 
(2 3 8mL) *3±tf2 8%*B8ftT^='7A*»« 
(9 5mL) <DM.itm»mTU 3 0»RBjt#Lfc o 

•t-SgWt-g-ft (14.69g) fc#fc„ 

T L C : R f 0.45 »pb*W : — >V=1 

0:1); 

NMR (DMS0-d e ) : & 8.54 (s, 1H), 8.03 (bs, 1 
H), 7.79 (bs, 1H), 3.99(s, 3H), 2.66 (s, 3H)„ 

[0075] m&mi 

1, 3--^^-4- (3-^ t-3r->7=:=/UrS 
tf7^B [5, 4-b] f!Ji?V-5-*^«*f- 

5 K 

Ift2 0] 



o-° H ' 



[00 7 6] ##ftl4 T-K)£Lfcft^ft ( 7 0 2 m g) 
*iJ;0»3-> h*v-T=y> (1. 15g) <D-^**i*-^ 

(lOmL) S¥»*6«Pm«««. «E»fL;fc„ #t> 
JxtaaSrBWta;^ (7 0mL) JSitf? h 5 1 Kp 
79> (3 0mL) rojS^KCSWL, TMSitHSfo 

W«-#-f-5#3S9H&&«l (7 74mg) «:#fc„ 
TLC : R f 0.32 (?BP*W : *9/>-A^\ 
0:1); 

NMR (DMS0-d 6 ) : S 10.97 (s, 1H), 8.74 (s, 1 
H), 8.21 (bs, 1H), 7.56(bs, 1H), 7.26-7.17 On, 1 
H), 6.75-6.60 (m, 3H), 3.89 (s, 3H), 3.71 (s, 3H), 



[0077] mmmi a: 



-mmmi (6 9) 



3-^ b*-yr=y>4fcttffl3-r375>ws 

[0 0 7 8] | 



[0 0 7 9]TLC:Rf 0. 32 fyfcp P JivVA : * f 

NMR (DHS0-d B ) : 6 10.70 (s, 1H), 8.71 (s, 1 
H), 8.18 (bs, 1H), 7.49(bs, 1H), 7.16-7.08 (m, 2 
H), 6.95 (d, J = 7.5 Hz, 1H), 6.88-6.79 (m, 1H), 
3.87 (s, 3H), 3.86 (s, 3H), 1.59 (s, 3H)„ 

[0080] mmmi (2) 

1, 3-i?*f/U-4- (4-^bJfv/7i-*rS 
/) f5^B [5, 4-b] fU i?y-5-*/ViKirf- 
5 K 

Ht2 2] 



[0 0 8 1] TLC :Rf oJB2s (? p psJvVA : t ^ 
/-/V=l 0:1); 

NMR (DMSO-d 6 ) : 6 11.11 (s, 1H), 8.71 (s, 1 
H), 8.16 (bs, 1H), 7.49(bs, 1H), 7.08 (d, J = 6. 9 
Hz, 2H), 6.92 (d, J= 6.9 Hz, 2H), 3.85 (s, 3H), 3. 
75 (s, 3H), 1.54 (s, 3H)„ 
[0082] jBMUl (3) 

1, 3-&*f-/U—4- (2, 4-«h*->7i=;> 
75/) f7-/D [5, 4-b] My*?l/-5-*MR 



H,C' 0 Y*Y°^H 3 



[0 0 8 3] TLC : R f 0. 1 
/-/V=l 0:1); 
NMR (DMSO-d 6 ) : 5 10.8: 



(bs, 1H), 6.92 (d, J = 8.4 
.7 Hz, 1H), 6.44 (dd.J = 8. 
, 3H), 3.81 (s, 3H), 3.76 



[00 84] mmmi u) 

1, 3-i ?*?->\<-i- (2, 

rsy) [5, 4-b] trps^- 



[00 8 5]TLC:Rf O&Js P P * 



NMR (DMS0-d s ) : « 11.03 (s, 1H), 8.75 (s, 1 
H), 8.29 (bs, 1H), 7.61(bs, 1H), 7.04 (d, J = 9. 0 
Hz, 1H), 6.72 (dd, J = 9.0, 3.0 Hz, 1H), 6.59(d, J 
= 3.0 Hz, 1H), 3.91 <s, 3H), 3.78 (s, 3H), 3.59 
(s, 3H), 1.66 (s,3H)„ 

[0086] mmmi (5) 

1, 4- (3, 4-^^'>7i=;l- 

TXJ) f7'/D [5, 4-b] K-ye»-5-*;v# 



CH, 



[00 8 7] TLC 

y-/v=l 0 : 1) ; 
NMR (DMS0-d 6 ) : 



! (s, 1H), 8.70 (s, 1 
H), 8.17 (bs, 1H), 7.49(bs, 1H), 6.88 (d, J = 8. 4 
Hz, 1H), 6.85 (d, J = 2.4 Hz, 1H), 6.61 (dd, J = 8. 
4, 2.4 Hz, 1H), 3.86 (s, 3H), 3.73 (s, 3H), 3.69 
(s, 3H), 1.59 (s,3H)„ 

[0088] mmmi w 

i, 3-i^gvv-4- (3, 5-'J^ h^-yyx.-zv 

TS.7) f?ya [5, 4-b] f!J^>-5-»/v# 
K 

[ft2 6] 



[0089] TLC: Rf 0.32 

NMR (DMS0-d 6 ) : 6 10.90 (i 
H), 8.20 (bs, 1H), 7.55(bs, 1H) 
5 (s, 2H), 3.89 (s, 3H), 3.67 
H), 

[0090] mmmi (?) 



1, 3-i^9vl— 4- (2, 3-Wf3fi/7i=;> 
757) f7-/D [5, 4-b] Wi?l/-5—tUV$ 

[ft2 7] 

CH O"^" 3 



O HN^< H 



[0 0 9 1] TLC : 

/~,V=1 0:1); 
NMR (DMS0-d 6 ) : t 



N 

0.32 (?pp*W : 



1.17 (bs, 1H), 8.78 (s, 1 
bs, 1H), 6.96 (t, J = 8. 1 
Hz, 1H), 6.86 (dd, J = 8. 1, 1. 5 Hz, 1H), 6.64 (dd, 
J = 8.1, 1.5 Hz, 1H), 3.92 (s, 3H), 3.84 (s, 3H), 
3.75 (s, 3H), 1.71 (s. 3H) 0 

[0092] mmmi (s) 



- (2, 
T^otVV-4- (3- 



NMR (DMSO-d B ) : 



8.67 (s. 



7.65 (1 



7.2 



5 (t, J = 7.8 Hz, 1H), 6.76-6.64 (m, 3H), 3.69 (s, 
3H), 1.35-1.20 (m, 1H), 0.72-0.63 (m, 2H), 0.52- 
0.43 (m, 2H)„ 

[0094] mmmi o) 

l->f*-3-^ti/ni;^-4- (3-p< )-=*•-> 

f?-/B [5, 4-b] 

[ft2 9] 

o' CHs 



.6 



[0 0 9 5] TLC : 



NMR (DMS0-d 6 ) : S 11.00 (s, 1H), 8.74 (s, 1 
H), 8.22 (bs, 1H), 7.57(bs, 1H), 7.19 (t, J = 7. 8 
Hz, 1H), 6.69-6.60 (m, 3H), 3.87 (s, 3H), 3.68 (s, 
3H), 1.26-1.14 (m, 1H), 0.70-0.60 (m, 2H), 0.44- 
0.34 (m, 2H)„ 

[0096] mmmi do) 

(9^7:*. ^-2-^/1") -4- (3 

-^h3fi/7x^rs;) t?7-/B [5, 4-b] t? 

yi?>--S-*/W^drD-? K 

[ftao] 

[00 9 7] TLC:Rf 0. 36 C fe»3LfvV) ; 
NMR (DMS0-d 6 ) : S 11.12 (1H), 8.84 (s, 1H), 
8.29 (bs, 1H), 7.66 (bs, 1H), 7.25 (dd, J = 5. 1, 
0.9 Hz, 1H), 6.92 (dd, J = 3. 6, 0. 9 Hz, 1H), 6.81 
(t, J = 7. 5 Hz, 1H), 6.66 (dd, J = 5. 1, 3. 6 Hz, 1 
H), 6.37-6.24 (m, 3H), 4.04 (s, 3H), 3.55 (s, 3 
H)„ 

[0098] mmm 1 (id 

l-^9vv-3- (A-9wy^^!V) -4- (3- 
^f*-y7ii*r?/) f5'/ti [5, 4-b] tfy 
v>v-5-#a-^ij-;- K 



[00 9 9] TLC :Rf 0. 35 3 (Bfltai^vv) ■ 
NMR (DMS0-d 6 ) : 6 11.22 (s, 1H), 8.85 (s, 1 
H), 8.30 (bs, 1H), 7.65(bs, 1H), 7.26 (d, J = 8.4 
Hz, 2H), 7.10 (d, J = 8. 4 Hz, 2H), 6. 80-6. 70 (m, 1 
H), 6.28-6.20 (m, 3H), 4.04 (s, 3H), 3.54 (s, 3 
H), 

[oioo] mmmi a 2) 

l-7 = =/V-3-^^V-4- (3-y< h*v-7i= 
ify'/n [5, 4-b] l?5v!y-5-** 

[ft3 2] 



j6 
6 



[0101]TLC:Rf 0. 43 P PtfvKi. : * * 

NMR (CDClg) : 6 10.56 (s, 1H), 8.60 (s, 1H), 
8.12-8.09 (m, 2H), 7.53-7.48 (m, 2H), 7.26-7.18 
(m, 2H), 6.78-6.69 (in, 3H), 5.90-5.70 (brs, 2H), 
3.77 (s, 3H), 1.77 (s, 3H)„ 
[0 10 2] %tm\\ (1 3) 

l-^9vl--3-1.-:7*3vl— 4- (3-7< b^v-?! 
^7 5/) f7/n [5, 4-b] 

Ift3 3] 



A* 



[0103] TLC :Rf 0. 30 ffilk^/K) ; 



NMR (DMSO-d s ) : 6 8.62 (s, lfl), 8.14 
7.73 (bs, 1H), 7.39 (bs, 1H), 7.03 (t, J 
z, 1H), 6.43-6.35 (m, 1H), 6.27-6.20 (m, 2H),3.9S 
(s, 3H), 3.64 (s, 3H), 1.33 (s, 9H) 0 

[0104] mmmi (14) 

l-7 3 i=/V-3-v'^n7'l3t p /V-4- (3-^h = 

v-7^=/vrsy) f^yn [5, 4-b] ejyy- 

Ift3 4] 



4 H 



6 



[0105]TLC:Rf 0. 44 (? O V *yVA : ^ ^ 

NMR (CDC1 3 ) : 5 10.50 (s, 1H), 8.61 (s, 1H), 
8.12 (t, J = 7.5 Hz, 2H), 7.49 (t, J = 8. 1 Hz, 2 
H), 7.31-7.17 (m, 2H), 6.78-6.62 (m, 3H), 6.00-5.6 
0 (brs, 2H), 1.37- 1.25 (m, 1H), 0.90-0.81 (m, 2 
H), 0.53-0.48 (m, 2H)„ 

[0106] mmmi a 5) 

l-^f;v-3-7i=;i'-4- (3-;* 

^75/) f?-/cr [5, 4-b] fyyy-s-*/v 

[fta s] 



A 



LC : R f 0.46^0 



[0 10 7] TLC : R f 

NMR (CDCI3) : S 10.47 (s, 1H), 8.64 (s, 1H), 
7.35-7.31 (m, 2H), 7.11-7.06 (m, 3H), 6.75 (t, J = 
8.1Hz, 1H), 6.37- 6.32 (m, 1H), 6. 26-6. 19 (m, 2 
H), 5.90-5.75 (brs, 2H), 4.14 (s, 3H), 3.59 (s, 3 

H)„ 

[0108] MUM! (16) 

i, 3--^^/v-4- (3->y7n^-07< h*-yy 
i=*r?;) f?-/t3 [5, 4-b] fyi»-5- 



O HN'^j, 



[0 109] TLC : R f 

NMR (DMS0-d 6 ) : S 1 
H), 8.26 (bs, 1H), 7.62( 
H), 7.16-7.05 (m, 3H), 3 



1H), 8.78 (s, 1 
7.48-7.37 (m, 1 
!H), 1.71 (s, 3 



[quo] mmsi (l?) 

7i=W5;) f5'/P [5, 4-b] fPv»y-5 
Ht3 7] 



9 H ^^H, 



bH, 

[ 0 1 1 1 ] T L C : R f 0. 30 (Sfm^V) ; 
NMR (DMS0-d 6 ) : 6 11.04 (s, 1H), 8.79 (s, 1 
H), 8.29 (bs, 1H), 7.63(bs, 1H), 7.54-7.32 (m, 4 
H), 3.92 (s, 3H), 1.66 (s, 3H)„ 

[0112] mmmi (is) 

1, 3-i^9vi'-4- O-ih^r-y^i^yvr? 
/) f?/n [5, 4-b] 

[ffc3 8] 



O' T 
O HN'^l 



[0 113] TLC :Rf 0. 36 (^ o o : ^ # 

/— /V=9 : 1) ; 

NMR (CDC1 3 ) : 5 10.58 (s, 1H), 8.52 (s, 1H), 
7.21-7.15 (m, 1H), 6.72-6.65 (m, 3H), 5.85-5.60 (1 



rs, 2H), 3.99 (s, 3H), 3.97 (q, J - 6. 9 Hz, 2H) , 1. 
77 (s, 3H), 1.37 (t, J = 6.9 Hz, 3H)„ 

[0114] mmmi (19) 

1, 3-i^9vv-4- (3 — f yr/nt'A-^f 71 
=/VT5/) tf?-/n [5, 4-b] tryi?>-5-* 

[ft3 9] 

CH, 



O H^Mi 



bH 3 

[0115]TLC:Rf 0. 41 (9 O a *yVA : 1 9 
/-/V=S : 1) ; 

NMR (CDC1 3 ) : 5 10.58 (s, 1H), 8.52 (s, 1H), 
7.20-7.13 (m, 1H), 6.72-6.65 (m, 3H), 5.85-5.60 (b 
rs, 2H), 4.48 (sept, J = 6. 0 Hz, 1H), 3.99 (s, 3 



1, 3H), 



;, J = 6. 0 Hz 



[0 116] gUfcfflJl (2 0) 
/) [5, 4-b] f V i»- 5 



[0117] TLC:Rf 0. 32 0 a u : t 9 

S-fr=9 : 1) ; 

NMR (DMS0-d 6 ) : S 11.10 (s, 1H), 8.75 (s, 1 
H), 8.30-8.10 (brs, 1H) , 7. 60-7. 57 (m, 3H), 7.45-7. 
34 (m, 6H), 7.13-7.04 (m, 1H), 3.88 (s, 3H),1.66 



, 3H)„ 



[0 1 



si mmmi (2 p 

[5, 4-b] ¥3W-5-U/V$ 



°5 



[0 1 



9] TLC : R f 



3.28 ( 



40- 



NMR (DMS0-d 6 ) : 6 10.94 (s, 1H! 
H), 8.23-8.10 (brs, 1H) , 7. 60-7. 50 (1 
7.29 (m, 5H), 7.19 (t, J = 8. 7 Hz, 1H), 6.78-6.75 
(m, 2H), 6.64 (d, J = 8. 7 Hz, 1H), 5.06 (s, 2H), 
3.87 (s, 3H), 1.64(s, 3H) 0 

[0120] mmmi (.22) 

1, 3-^f*-4- (3-^hB7i=*75/) 
tf 7 yp [5, 4-b] fcf U 'Js— 5 -ir/V/K^rlJ- 5 F 
[ft 4 2] 

NO, 



[0 12 1] TLC :Rf 0.28^tJtJ*/t'A : * 9 
7-^=9 : 1) ; 

NMR (DMS0-d 6 ) : 6 10.81 (s, 1H), 8.77 (s, 1 
H), 8.24 (brs, 1H), 7.90-7.84 Cm, 2H), 7.62 (brs, 
1H), 7.58-7.46 (m, 2H), 3.93 (s, 3H), 1.80 (s, 3 

[0122] mmmi (23) 

1, 3-^7^-4- (3-Ttf*7i=*75 

/) tf?/B [5, 4-b] f y-^x-5-*;nK*f- 



2* 



[0 12 3] TLC :Rf 0. 30 (SM=7VV) ; 
NMR (DMS0-d 6 ) : 5 11.00 (s, 1H), 8.77 (s, 1 
H), 8.24 (bs, 1H), 7.70(d, J = 7. 5 Hz, 1H), 7.63 
(s, 1H), 7.59 (bs, 1H), 7.46 (t, J = 7. 5 Hz, 1H), 
7.35 (d, J = 7.5 Hz, 1H), 3.91 (s, 3H), 2.54 (s, 3 



-25- 



[0124] mmmi (2 4) 

1, 3-i^9VV-4- O-^yZ-f^i^l-Ti 
y) bT5-/B [5, 4-b] fy^>-5-*/V!K*-!>- 



[0125]TLC:Rf 0.30 ; 

NMR (DMS0-d 6 ) : S 10.94 (s, 1H), 8.75 (s, 1 

H), 8.22 (bs, 1H), 7.70-7.62 (m, 3H), 7.59 (bs, 1 

H), 7.54-7.40 (m, 5H), 7.36-7.31 (m, 1H), 3.93(s, 



[0 1 



6] ggfeMi 



s' CHs 



[0127]TLC:R£ 0.30 (gm^fM ; 
NMR (DMS0-d 6 ) : S 10.98 (s, 110, 8.74 (s, 1 
H), 8.22 (bs, 1H), 7.56(bs, 1H), 7.23 (t, J = 8. 1 
Hz, 1H), 7.01 (s, 1H), 7.00 (d, J = 8. 1 Hz, 1H), 
6.84 (d, J = 8.1 Hz, 1H), 3.89 (s, 3H), 2.42 (s, 3 
H), 1.69 (s, 3H)„ 

[0128] mtmi (2 6) 

1, 3-i^9VV-4- (3-x?=*7i=*T5 
/) f?j/B [5, 4-b] f P i?^- 5 -*/V#*f- 



5 K 

[ft 4 6] 



I I P H >CH 



8.75(s, 1H), 



[0129] TLC : Rf 

/-/v=9 : 1) ; 
NMR (DMS0-d 8 ) : 6 10. 
8.25(s, 1H), 7.60(brs, 1H), 7. 10-7. 35 (m, 4H), 4.17 
(s, 1H), 3.89(s, 3H), 1.67(s, 3H). 

[0130] mmn < 27 > 

1, 3-^f;V-4- O-tKn^Wis 
frTS./) Vy-Jv [5, 4-b] f 9-^-5-** 



[ft4 7] 



.JO 



0.65 (; 



[0 13 1] TLC : 

NMR (DMS0-d 6 ) : 6 11.05 (s, 1H), 8.73 (s, 1 
H), 8.20 (br, 1H), 7.54(br, 1H), 7.26 (dd, J = 8. 

0, 8.0 Hz, 1H), 7.08-7.03 (m, 2H), 6.96 (d, J= 8. 0 
Hz, 1H), 5.16 (t, J = 6.2 Hz, 1H), 4.42 (d, J = 

6.2 Hz, 2H), 3.87(s, 3H), 1.61 (s, 3H) 0 

[0132] mmn (2 8) 

1, 3-*S*9-A'-4- (3-rtW5/7s=;l- 
TS/) f?'/n [5, 4-b] tfy 5 -%A># 

K 

[ft4 8] 



o hn-^Vh 



[0 1 3 3] TLC : R f 0. 20 (9 o o : ^ ? 

/-^=9 : 1) ; 

NMR (DMS0-d 6 ) : 6 10.99 (s, 1H), 9.88 (s, 1 
H), 8.73 (s, 1H), 8.22 (brs, 1H), 7.57 (brs, 1H), 
7.35-7.32 On, 2H), 7.22 (t, J = 8. 1 Hz, 1H), 6.78 
(d, J = 8.1 Hz, 1H), 3.87 (s, 3H), 1.97 (s, 3H), 
1.66 (s, 3H)„ 

[0134] mmvn (29) 

I-1/VTS7) f5^P [5, 4-b] tfyv»y-5- 



J2± 



[0 135]TLC:Rf 0. 25 (* P P *WA : t 9 

NMR (DMS0-d 6 ) : & 11.14 (s, 1H), 8.80 (s, 1 
H), 8.35 (brs, 1H), 7.67(brs, 1H), 7.57 (brs, 1H), 

7.60-7.37 (m, 4H), 3.91 (s, 3H), 2.63 (q, J= 7.2 
Hz, 2H), 1.65 (s, 3H), 1.35-1.15 (m, 4H), 0.78 (t, 

J = 7.2 Hz, 3H)„ 

[0136] jgfcfftll (3 0) 



[0137] T L C : R f C H?36 (Hflfcnfvv) ■ 
NMR (DMS0-d a ) : 6 10.96 (s, 1H), 8.74 (s, 1 
H), 8.20 (bs, 1H), 7. 55 (bs, 1H), 7.19 (t, J = 8. 4 
Hz, 1H), 6.74-6.68 (m, 1H), 6.67 (s, 1H), 6.63 (d, 
J = 8.4 Hz, 1H), 3.89 (s, 3H), 3.87 (t, J = 6. 9 H 
z, 2H), 1.69 (s,3H), 1.68 (sext, J= 6.9 Hz, 2H), 

0. 94 (t, J = 6.9 Hz, 3H)„ 

[0138] mmmi o p 

1, 3-i^9vl— 4- {z-'ytu^v^/v-X^x/y 
i=;vrs;) ¥yV~V [5, 4-b] 



[0139] TLC:Rf oVfe (g^^/V) ; 
NMR (DMS0-d 6 ) : S 10.98 (s, 1H), 8.74 (s, 
H), 8.21 (bs, 1H), 7. 56 (bs, 1H), 7.19 (t, J = ! 
Hz, 1H), 6.70-6.60 (m, 3H), 4.80-4.72 (m, 1H), 



[0 14 1]TLC:Rf £fe (gfB^fvV) ; 
NMR (DMS0-d a ) : 6 11.05 (br, 1H), 8.74 (s, 1 
H), 8.23 (br, 1H), 7.58(br, 1H), 7.18 (dd, J = 8. 
1, 8.1Hz, 1H), 6.73-6.61 (m, 3H), 4. 32-4. 23 (m, 1 
H), 3.88 (s, 3H), 1.90-1.81 (m, 2H), 1.72-1.59 (m, 
1H), 1.66 (s, 3H), 1.54-1.43 (m, 1H), 1.43-1.13 
(m, 6H)„ 

[0142] mmmi (33) 

1, 3-i^?VV-4- (3- (2H-3, 4, 5, 6 
-=r t-5t Kclf5>'-4— <M lr**sy x.-jvt S. 
;) ¥y'Sa [5, 4-b] M V i>V- 5 -*yv#=Sft>- 
5 K 

[«5 3] 



[ 0 1 4 3 ] T L C : R f felS) (SS^^ /V) ; 
NMR (DMS0-d B ) : 6 11.11 (br, 1H), 8.75 (s, 1 
H), 8.25 (br, 1H), 7.60(br, 1H), 7.23-7.17 (m, 1 
H), 6.78-6.75 (m, 2H), 6.66 (d, J = 7. 8 Hz, 1H), 
4.58-4.48 (m, 1H), 3.89 (s, 3H), 3.84-3.76 (m, 2 
H), 3.47-3.38 (m, 2H), 1 .95-1.85 (m, 2H), 1.65 
(s, 3H), 1.58-1.45 (m, 2H)„ 

[0144] mmmi (34) 

1, 3-i ?J-*f-)V-4- (3- 

)V) ^'yy^=.;ur^/) VyVa [5, 4-b] f 
!)yy-5-*;i-!?ift5 K 

Hb5 4] 

[0 14 5]TLC:Rf 0?fe (ftH^^V) ; 



-27- 



NMR (CDCI3) : S 10.59 (s, 1H), 8.53 (s, 1H), 
7.23-7.15 (m, 1H), 6.77-6.71 (m, 1H), 6.67-6.61 
(m, 2H), 5.83 (bs, 2H), 4.90-4.82 (m, 1H), 3.99 
(s, 3H), 3.98-3.83 (m, 4H), 2.23-2.04 (m, 2H), 1.7 
7 (s, 3H)„ 
[0146] S£|gWl (3 5) 

1, 3 4- (3- (^^V^yV*=^TS 
/) 7i=/V7^) 1^5^13 [5, 4-b] \f\)W 
-5-*/v#^ff-5 K 
[ft5 5] 



,4x 



[0147]TLC:Rf £$8 mttf-y'y : * ? 
/->V= \ 0:1); 

NMR (DMS0-d e ) : S 10.96 (s, 1H), 9.72 (s, 1 
H), 8.75 (s, 1H), 8.23 (bs, 1H), 7.59 (bs, 1H), 7. 
27 (t, J = 8.1 Hz, 1H), 7.00-6.92 (m, 2H), 6.87-6. 
81 (m, 1H), 3.89 (s, 3H), 2.94 (s, 3H), 1.70 (s, 3 

[0148] (3 6) 

1 3 -rc^vl — 4 - (3-^ bi3f->7=i=/V 

75/) \£*7-/v [5, 4-b] f!J^>--5-*/V# 

[ft5 6] 



[0149]TLC:Rf 0.59 (K=*aigvV) ; 
NMR (DMS0-d 6 ) : S 10.87 (s, 1H), 8.74 (s, 1 
H), 8.21 (br.s, 1H), 7.56 (br. s, 1H), 7.17 (t, J = 
8.1Hz, 1H), 6.70-6.60 (m, 2H), 6.58 (m, 1H),3.90 
(s, 3H), 3.68 (s, 3H), 1.98 (q, J = 7. 2 Hz, 2H), 

0. 93 (t, J = 7.2Hz, 3H)„ 

[0150] mmmi od 

1, Z-i?*?->V-4- (3—y?v73-/V3-*-y7*. 

=a-t?/) \?79n [5, 4-b] t:vi?y-5-* 

[ft 5 7] 



[0151]TLC:Rf 0.^ ( F;H> : BSlf 
*=1:20); 

NMR (DMS0-d 6 ) : 6 11.08 (br, 1H), 8.74 (s, 1 
H), 8.25 (br, 1H), 7.60(br, 1H), 7.19 (dd, J = 8. 

0, 8.0 Hz, 1H), 6.68-6.56 (m, 3H), 4.61 (quintet, 
J = 7. 1 Hz, 1H), 3.88 (s, 3H), 2.35-2.23 (m, 2H), 
2.03-1.85 (m, 2H), 1 .79-1.64 (m, 1H), 1.89 (s, 3 
H), 1.64-1.49 (m, 1H)„ 

[0152] mmmi osi 

1, 3-i^9vl<- 4- (3- ( (3S) -1-^h* 

yH)VTf-.=.)vy£v y *?y- 3 - 4 jvfr*y) 7x=*r 

5/) ¥7'/v [5, 4-b] If y i»- 5 
•S-S K 
[ft5 8] 



[0 15 3] TLC : 

-/V= 10:1); 
NMR (DMS0-d 6 ) : i 



0.55 mm^fj 



/) f?;/n [5, < 

S F 

[ft5 9] 



OH 

O HN^^^j!, 



[0155]TLC:Rf 0. 27 n /JsA-A : 7 

/~IV=\ 0 : 1) ; 

NMR (DMS0-d 6 ) : 6 10.91 (s, 1H), 9.43 (s, 



-28- 



8 Hz, : 



6.55-6.45 (m, 3 



[0156] mmmi uo) 

1- (4-^f*7ii;H -3->^A— 4- (3- 

>F^y7i=*rsy) f?'/o [5, 4-b] fy 
v>v-5-#^2R;»Mr5 K 

Ift6 0] 

n ^H 3 



0 



fcrl 3 



[0157]TLC:Rf 0. 60 (? O V *yVA : ^ $ 

NMR (DMS0-d 6 ) : a 10.91 (s, 1H), 8.79 (s, 1 
H), 8.26 (brs, 1H), 8.03(d, J = 8. 1 Hz, 2H), 7.66 
(brs, 1H), 7.31 (d, J = 8. 1 Hz, 2H), 7.21 (t,J = 
8.4 Hz, 1H), 6.75-6.67 (m, 3H), 3.71 (s, 3H), 2.35 

(s, 3H), 1.79 <s, 3H)„ 

[0158] mmi (4 1) 

(3-* Y**y7x.~>VT^;) b"5 
J/P [5, 4-b] tfy^>--5-*/w#=irf-? K 

[(ten 



[0159]TLC:Rf 0.31 (B=^9vV) ; 
NMR (DMS0-d B ) : d 11.49 (s, 1H), 8.72 (s, 1 
H), 8.14 (br.s, 1H), 7.46 (br. s, 1H), 7.38 (t, J = 

7. 5 Hz, 1H), 7.00-6.85 (m, 3H), 6.67 (s, 1H),3.89 

(s, 3H), 3.75 (s, 3H)„ 

[0160] mmmi (42) 

1- (3-^ h*Wi=;H -3-^9VV-4- (3 
r^^i^/KTS/) [5, 4-b] f 

!J^>-5-#/v#=<Mr5 K 
[ft6 2] 



j6 

O HN^ 1 ^, 



[0 16 1]TLC:Rf 0. 36 (9 P P^/VA : * * 

NMR (DHS0-d6) : 6 10.92 (s, 1H), 8.82 (s, 1 
H), 8.35-8.20 (brs, 1H) , 7. 82-7. 79 (m, 2H), 7.73-7. 
60 (brs, 1H), 7.42 (t, J = 8. 1 Hz, 1H), 7.22(t, J 
= 8.1 Hz, 1H), 6.89- 6.85 (m, 1H), 6.75-6.68 (m, 3 
H), 3.82 (s, 3H), 3.71 (s, 3H), 1.80 (s, 3H) 0 
[0 16 2] jUSffill (4 3) 

1- (4-^f*v'7i^H -3-^^-4- (3 
-J- r="r->7=^A-T5 /) tf5'/P [5, 4-b] f 
!)y>-5-*;v#=Sf*5 K 
[fc6 3] 



O HN'^^. 



[0163] TLC : Rf 0.46 [?bb 
;-,v=9 : 1) ; 

NMR (DMS0-d 6 ) : 6 10.93 (s, 1H), 
H), 8.30-8.20 (brs, 1H),8.00 (d, J = 9 
7.67-7.58 (brs, 1H), 7.22 (t, J = 8. 1 
8 (d, J = 9.0 Hz, 2H), 6.75-6.67 (m, 3 
3H), 3.71 (s, 3H), 1.79 (s, 3H)„ 

[0 164] mmmi (4 4) 

1- O-^fWi^/V) -S-tf/V 
\-*'s7x.=./VT^/) f?/n [5, 

M26 4] 



-29- 



6-. 



j5" 



[0165]TLC:Rf 0. 45(* P P *yVA : y ? [0169] TLC:Rf 0. iS (^f-y : \ 

NMR (DMS0-d 6 ) : S 10.92 (s, 1H), 8.81 (s, 1 
H), 8.26 (brs, 1H), 8. 00-7. 95 (m, 2H), 7.67 (brs, 1 
H), 7.40 (t, J -1. 8 Hz, 1H), 7.21 (t, J=7. 8 Hz, 1 
H), 7.12 (d, J=7.8Hz, 1H), 6.80-6.65 (m, 3H), 3.71 

(s, 3H), 2.39 (s,3H), 1.80 (s, 3H)„ 

[0 16 6] jgfcfftll (4 5) 

l-J3-/l'-3-i'tV'<y3-/l<-4- (3-> t-=>f-> 

f5-/p [5, 4-b] t*yy>-5 



NMR (DHSO-d B ) : 6 10.93 (br, 1H), 8.67 
H), 8.23 (br, 1H), 7.70(dd, J = 7. 7, 1. 8 Hz, 
7.66-7.49 (m, 4H), 7.25 (dd, J = 7. 7, 7. 7 H: 
6.78-6.67 (m, 3H), 3.72 (s, 3H), 1.78 (s, I 

[0170] mmmi (47) 



- o- 



^ ^ir->7=:^^rs/) t*5^p [5, 

M26 7] 



o' J 
O HN'^^/— i 



[0167] TLC:Rf 0.50 (^PCtf/VA : 

NMR (DMS0-d e ) : 6 10.82 (s, 1H), 8.74 (s, 1 
H), 8.21 (bs, 1H), 7.56(bs, 1H), 7.17 (d, J = 8. 1 
Hz, 1H), 6.70-6.61 (m, 2H), 6.56 (d, J = 8. 1Hz, 1 
H), 3.91 (s, 3H), 3.69 (s, 3H), 2.25-2.10 (m, 1H), 
1.65-1.43 (m, 6H), 1.35-1.15 (m, 2H)„ 

[0168] mrnmi (4 6) 

1- (2->PP7i=)H -3-tf-jV-A- (3- 
* h*ci'7*—fl'T$.J) t?/P [5, 4-b] fD 

[ft6 6] 



6- 



[0 17 1] TLC : Rf 



NMR (DMS0-d 6 ) : 6 10.95 (br, 1H), 8.8 
H), 8.39 (dd, J = 2. 0,2.0 Hz, 1H), 8.28 (t 
8.22-8.18 (m, 1H), 7.70 (br, 1H), 7.55 (dd 
1, 8.1Hz, 1H), 7.38-7.33 (m, 1H), 7.22 (c 
8.0, 8.0 Hz, 1H),6. 79-6.68 (m, 3H), 3.72 
1.79 (s, 3H)„ 

[0 17 2] M8H1 (4 8) 
1- (4-?pb7i;;v) -Z-^=f-;v-A 
t Y*>sy*->VTS.;) f?^P [5, 4- 

[ft 6 8 ] 



,J = 8. 
d, J = 
(«, 3H), 



-30- 



H 2 N' 




[0173]TLC:Rf 0. 38 (^^y : ffik^f- 

NMR (DMS0-d 6 ) : 8 10.94 (br, 1H), 8.81 (s, 1 
H), 8.29 (br, 1H), 8.26(d, J = 9. 0 Hz, 2H), 7.69 
(br, 1H), 7.58 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
8.1, 8.1Hz, 1H), 6.77-6.67 (m, 3H), 3.71 (s, 3H), 
1.79 (s, 3H)„ 

[0174] mmmi (49) 

l-^^/V-3-^^/V-4- (3-> Y*i/7^~/V 
T5/) W/P [5, 4-b] f'Ji>^-5-*;V# 
=Mr5 K 

[ft 6 9] 




NMR (DMS0-d 6 ) : d 10.93 (s, 1H), 8.71 (s, 1 
H), 8.22-8.15 (brs, 1H) , 7. 60-7. 50 (brs, 1H), 7.20 
(dd, J = 8. 7, 7. 8 Hz, 1H), 6.70-6.67 (m, 2H),6.63 
(d, J = 8.7 Hz, 1H), 4.31 (q, J = 7. 2 Hz, 2H), 3.7 
0 (s, 3H), 1.69(s, 3H), 1.35 (t, J = 7. 2 Hz, 1H)„ 

[0176] mmmi (50) 

1- (2-^fWi=*) -3-^^-4- (3- 
j- Y^'yy^ivTXJ) tT5J/t3 [5, 4-b] f!) 

[ft7 0] 




[0177]TLC:Rf 0. 45(* P Ptf/VA : * * 

NMR (DHS0-d B ) : 6 10.95 (s, 1H), 8.67 (s, 1 
H), 8.21 (brs, 1H), 7. 59 (brs, 1H), 7. 45-7. 30 (m, 4 
H), 7.24 (t, J=8. 1 Hz, 1H), 6.80-6.60 (m, 3H),3.72 

(s, 3H), 2.05 (s, 3H), 1.78 (s, 3H) 0 

[0 178] mm\ (5 1) 

\--y?v<y?-/v-3-*fA'-4- (3-^h*-> 

7i=*r5/) f5Vn [5, 4-b] 
[ft7 1] 




[0179]TLC:Rf 0. 35 (j> P o *A-A : ^ * 
/— /V= 10:1); 

NMR (DMS0-d B ) : 6 10.91 (s, 1H), 8.70 (s, 1 
H), 8.18 (br. s, 1H), 7.54 (br. s, 1H), 7.19 (t, J = 
8.4 Hz, 1H), 6.75-6.60 (m, 3H), 5.23 (quintet, J 
= 7. 4 Hz, 1H), 3.70 (s, 3H), 2.10-1.75 (m, 6H), 1. 
70 (s, 3H), 1.75-1.60 (m, 2H)„ 

[0180] mmmi (52) 

l-^/l— 3-^9vV-4- (3-7! Y*:*S7 ^=-}\> 

rs;) [5, 4-b] fy^>-5-*^ 

[ft7 2] 




[0181] TLC:Rf 0. 40(* a n jft^A : > 
7-^=9 : 1) ; 

NMR (DMS0-d s ) : 6 10.94 (s, 1H), 8.71 (s, 1 
H), 8.19 (brs, 1H), 7.55(brs, 1H), 7.23-7.17 On, 1 
H), 6.73-6.60 (m, 3H), 4.28 (t, J = 7. 0 Hz, 2H), 
3.69 (s, 3H), 1.77 (quint., J = 7. OHz, 2H), 1.68 
(s, 3H), 1.20 (tq, J= 7.0, 7.5 Hz, 2H), 0.8 7 (t, 
J = 7.5 Hz, 3H)„ 

[0182] mmmi (53) 

l-7"ntVV-3-^^-4- (3-^f*->7i = 

*r?y) f7-/B [5, 4-b] t-yi?^-5-*/v 

[ft 7 3] 




[0183] TLC:Rf 0. 40(^ a n*;ki, : } ? 
y-/v=9 : 1) ; 

NMR (DMSO-d 6 ) : S 10.94 (s, 1H), 8.71 (s, 1 
H), 8.18 (brs, 1H), 7.55(brs, 1H), 7.23-7.17 On, 1 
H), 6.71-6.62 (m, 3H), 4.23 (tq, J - 6. 6 Hz, 2H), 
3.69 (s, 3H), 1.80 (t, J = 6. 6, 7.2 Hz, 2H), 1.69 
(a, 3H), 0.81 (t, J =7.2 Hz, 3H)„ 

[0 184] mmmi (54) 

4- (3- (7 b*^*/HS 
=/VT5 7) 7i=*T57) f5'/n [5, 4-b] 

[ft7 4] 



[0 18 5] TLC : R f C \}.Hl (^PPJjVVA : 7< ^ 



NMR (DMS0-d 6 ) : 6 10.99 (s, 1H), 9.62 (s, 1 

H), 8.73 (s, 1H), 8.21 (br, 1H), 7.56 (br, 1H), 7. 
23-7.19 On, 3H), 6.75-6.71 On, 1H), 3.87 (s, 3H), 
3.61 (s, 3H), 1.67 (s, 3H) 0 
[0186] jjjgfjjj 1 (5 5) 

7 = -*TS./) fcr?j/n [5, 4-b] t?Pv»y-5 

[ft7 5] 



0 - CH 3 



H 2 N' 




[0187] TLC:Rf 0. 50 (9 a u : 9 

;->V=Q : 1) ; 

NMR (CDC1 3 ) : 8 10.54 (s, 1H), 8.51 (s, 1H), 
7.22-7.15 On, 1H), 6.73-6.66 (m, 3H), 5.90-5.70 (b 
rs, 2H), 4.78-4.68 (m, 1H), 3.76 (s, 3H), 2.05-1.8 
5 On, 6H), 1.80 (s, 3H), 1.75-1.20 On, 4H) 0 

[0188] mmn i§A> 

1- (2-^ h*'>7i=*) -3-^^A—4- (3 
-^fJf^i^r?/) fcf?5/p [5, 4-b] fc? 

[ft7 6] 



0 .CH 3 




[0189]TLC:Rf 0. 52 (9 a a SWA : ^ f 
/— /V=9 : 1) ; 

NMR (DMSO-d 6 ) : 6 10.87 (s, 1H), 8.63 (s, 1 
H), 8.25-8.15 (brs, 1H) , 7. 62-7. 53 (brs, 1H), 7.52- 
7.46 On, 1H), 7.38-7.34 On, 1H), 7.27-7.21 On, 2 
H), 7.10-7.05 On, 1H), 6.74-6.66 On, 3H), 3.73 (s, 
3H), 3.70 (s, 3H),1.77 (s, 3H) = 

[0190] mmmi (57) 

1, 3-i>^t^/V-4- (3-»*/<*-f*7i=*r 
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5/) f5-/ti [5, 4-b] t 
[ft 7 7] 



„j6 



[0 1 



1] TLC : R f 
10:1); 



NMR (DMS0-d 6 ) : S 11.07 (s, 1H), 8.76 (s, 1 
H), 8.23 (br, 1H), 7.94(s, 1H), 7.63-7.56 (m, 3H), 

7.39 (dd, J =7. 8, 7.8 Hz, 1H), 7.35 (s, 1H), 7.2 
7-7.23 (m, 1H), 3.88 (s, 3H), 1.59 (s, 3H)„ 

[0192] m&mi (5 8) 

1, 3-v^^Vl— 4- (3- (7 5 J jl)\<A=t4 >\<) 

7i=/vr?y) f5-/o [5, 4-b] t*yi>>-5 

[ft 7 8] 



O HN"^£. 



[0193]TLC:R£ 0. 67 <,0 a n*/VA : > 9 
;->v=5 : 1) ; 

NMR (DMS0-d 6 ) : S 11.05 (s, 1H), 9.73 (s, 1 
H), 8.76 (s, 1H), 8.23 (br, 1H), 7.58-7.51 On, 3 
H), 7.39 (dd, J = 7. 8, 7.8 Hz, 1H), 7.27-7.23 (m, 
1H), 4.75-4.35 (m, 2H), 3.88 (s, 3H), 1.58 (s, 3 



[0 194]g 



I (59) 



, 3-i^gvv-4- (3- Vhicistb*^) y 

i=*75/) tr?j/n [5, 4-b] t?yy>--5- 



[0 19 5] TLC : R f 3vV) ; 



H), 6.80-6.68 (m, 3H), 5.12 
3.31 (s, 3H), 1.69 (s, 3H) 0 

[0196] mmmi (eoi 



s, 2H), 3.88 (s,3H), 



IN jCX^ N - 01 - 



[0 19 7] TLC : Rf 

: 1) ; 



(?B 



/— >V=S : 

NMR (DMS0-d 8 ) : 6 11.23 (s, 1H), 11.00 (s, 1 
H), 8.75 (s, 1H), 8.22(br, 1H), 8.07 (s, 1H), 7.57 

(br, 1H), 7.37-7.28 (m, 3H), 7.14-7.09 (m, 1H), 3. 
88 (s, 3H), 1.66 (s, 3H) 0 

[0 198] mmil (6 1) 

i, 3-t^3vv-4- o- ( * 

3-/V) 7i=*7S;) f7/D [5, 4-b] tfUv? 



[0 19 9] TLC : 



(*n 



NMR (DMS0-d 6 ) : 6 11.01 (s, 1H), 8.75 (s, 1 
H), 8.21 (br, 1H), 8. 17 (s, 1H), 7.57 (br, 1H), 7.3 
8-7.31 (m, 3H), 7.16-7.11 (m, 1H), 3.88 (s, 3H), 
3.84 (s, 3H), 1.65 (s, 3H)„ 

[0200] mmmi (6 2) 

1, 3-^5fyV-4- (3- ( CT5/-1-S/) *=f- 
IV) 7x=;>75/) f?/B [5, 4-b] 

[ft8 2] 

[0 2 0 1]TLC:Rf Riff (9 V V ifvVA : ^ * 



MSO-d 6 ) : 8 10.99 (s, 1H), 8.74 (s, : 
(br, 1H), 7.60(s, 1H), 7.56 (br, 1H), ' 
, 3H), 6.99-6.96 (m, 1H), 6.77 (s, 2H), 



3.88 (s, 3H), 



A (s, 3 



[0202] mrnmi (6 3) 

i, 3-v^9vv-4- (3->r/7i^vrs;) 

f?yo [5, 4-b] fJJv'y- 
[ft8 3] 



§ K 



XX 

[0203]TLC:Rf 0. 3?%^^) ; 
NMR (DMS0-d 6 ) : S 10.83 (s, 1H), 8.76 (s, 1 
H), 8.23 (br, 1H), 7.60(br, 1H), 7.56-7.44 On, 3 
H), 7.41-7.36 (m, 1H), 3.91 (s, 3H), 1.72 (s, 3 

H>. 

[0 2 04] mmmi (6 4) 

1, Z-'JJ-I-IV-A- (3- ( (3S) -\-X--f 

b^*A*=^t:B y 3 — o>*^» y x= 
yvrs/) tr?i/B [5, 4-b] trpi?^-5-*y> 
K 

Ift8 4] 

HjC CH, 



O HN^Xy- 



[0 2 0 5]TLC:Rf 0. 35 (9 a u aJvVA : t 9 
y—/V=9 : 1) ; 

NMR (CDC1 3 ) : 5 10.59 (s, 1H), 8.54 (s, 1H), 
7.20-7.15 (m, 1H), 6.78-6.63 (m, 3H), 6.00-5.70 (b 
rs, 2H), 4.85-4.79 (m, 1H), 4.00 (s, 3H), 3.60-3.4 
0 (m, 4H), 2.20- 2.00 (m, 2H), 1.78 (s, 3H), 1.46 
(s, 9H)„ 

[0206] mmmi (6 5) 

1, 3-i^5VV-4- (3- ( (3S) -1-r-fcT- 

[5, 4-b] t° y 5>V— 5 — ^/VJi? 5 K 
[ft 8 5] 



>-CH 3 



[0207]TLC:Rf 0. 26 o o if./Vi, : * 

NMR (CDCI3) : 8 10.61, 10.58 (s, 1H), 8.56, 
8.55 (s, 1H), 7.23- 7.15 (m, 1H), 6.80-6.70 (m, 1 
H), 6.65-6.61 On, 2H), 6.00-5.80 (br, 2H), 4.95-4. 
82 (m, 1H), 4.00 (s, 3H), 3.80-3.50 On, 4H), 2.32- 
1.95 On, 2H), 2.08, 2.04 (s, 3H), 1.79, 1.78 (s, 3 
H)o 

[0208] mmmi (6 6) 

l— ;^/v-3-^^v-4- (3-^ h*-yy^~ 

yvrsy) f7^P [5, 4-b] 
[ft8 6] 



[0 209] T L C : R f 



[0210] mmmi (e 7) 

l-v-Jn/tiWf*-3-^*-4- (3-7< 
b*->7i=/VT5/) f?/B [5, 4-b] fyi? 

[ft8 7] 



O HN-^^h 



[0 2 11] TLC : R f 



h<3 



l) ; 



NMR ( 



S 11.25 (bs, 1H), 8.75 (s, 1 
H), 8.30 (bs, 1H), 7.64(bs, 1H), 7.25 (t. J = 7. 8 
Hz, 1H), 6.84-6.66 (m, 3H), 4.20 (d, J = 7. 2Hz, 2 
H), 3.72 (s, 3H), 1.68 (s, 3H), 1.35-1.20 On, 1H), 
0.56-0.36 (m, 4H)„ 

[0212] mmmi tea) 

1 - v'i' B ftW f 3 -if ;k- 4 - 
h**sy ^~/\<T i J) f5-/n [5, 4-b] fyi> 

[ft8 8] 

„^H 3 



O HN'^^cu 



;-*=10 : 1) ; 

NMR (DMS0-d 6 ) : & 10.87 (s, 1H), 8.72 (s, 1 
H), 8.20 (bs, 1H), 7. 57 (bs, 1H), 7.19 (t, J = 8. 1 
Hz, 1H), 6.74-6.56 On, 3H), 4.19 (d, J= 7. 2Hz, 2 
H), 3.70 (s, 3H), 2.01 (q, J = 7. 5 Hz, 2H), 1.35- 
1.20 On, 1H), 0.94(t, J = 7. 5 Hz, 3H), 0.54-0.35 
(m, 4H)„ 

[02 14] Wm\ (6 9) 

1, a-i?*TA—4- (3- ( (3S) -l-^v'/V 

D [5, 4-b] tfP5>V-6-*A**-9-5 K 
[ft 8 9] 



0=S-CH 3 



6. 73-6. 



(brs, 1H), 7.2 
, 3H), 5.04-4.9' 



On, 1H), 3.87 (s, 3H), 3.52 (dd, J = 11.7, 4.2 Hz, 
1H), 3. 40-3. 25 m, 3H), 2.85 (s, 3H), 2.22-2.00 
(m, 2H), 1.68 (s, 3H)„ 

[0216] nmm 

1, 3-vM?VV-4- (N-^^V-N- (3-^r- 
Wx=*) TS/) [5, 4-b] If «i? 

[ft9 0] 

o' CHj 



[0 2 17] iat«ltf»!jgLfcft-&«l (1 0 Omg) 
OTteKWn^ (10mL) -«*r-feh=HS/V (5 

12m S ) Wt?3WfA-(5 6 6mg) 

ovh^57-f- : ;><?/-/V=50 : 

1) T-»»U TIE»tt*t*+5*»Wt:^« (9 8 
mg) £#fc„ 

T L C : R f 0.36 (#PB**A : : 

l) ; 

NMR (DMS0-d B ) : 6 8.64 (s, 1H), 7.62 (brs, 1 
H), 7.43 (brs, 1H), 7.03 (t, J = 8. 1 Hz, 1H), 6.37 
-6.33 (Hi, 1H), 6.17-6.10 (m, 2H), 3.96 (s, 3H), 3. 
64 (s, 3H), 3.27 (s, 3H), 2.02 (s, 3H)„ 

[0218] mnmz 

1, 3-vMf/l— 4- (3- ( (3S) -fP9^ 
7ii*7^) f5l/p [5, 4 
-b] ej^y-5-*;«3ft5F 
[ft 9 1] 



[02 15] TLC :Rf 0. 31 (9 D O JjVVA : J- 9 



[0 2 19] SBfcMl (6 4) T-»igLfcft-&* (3 0 
Omg) Offljif* (1 OmL) -*9J — (1 O 
ml) WC10%Stt*>#y-/l«fE (3mL) 
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5B«Bjf#Lfc = R&m&m&mm.T H), 8.23-8.12 (brs, m), 7.63-7.45 (brs, 1H), 7.21- 

*«Lfc„ aK^mJKmT-M^ATfCjgiirepHl 1 7.15 (m, 1H), 6.70-6.60 (m, 3H), 4.80-4.75 (m, 1 

E«MSL mm^^TitStii Lfc. »tb»*«&ftKil^ H), 3.87 (s, 3H), 3.31 (brs, 1H), 2.98-2.63 (m, 4 

M ?A*igS:-C«fc#U «2hS(«-7^->!>At?iaft H), 1.98-1.82 On, 1H), 1.70-1.60 On, 1H), 1.67 (s, 

«, huetjhbu TS«tt«**rra**wft-&* 3h)„ 

(1 2 5mg) [0 2 2 0] 

T L C : R f 0.36^Ba**A:^^* : S» [IMWl jgWfll 

= 10:2:1); aT©*«»&*i*i= J: !) a^Lfc*ff«LT, -fit" 

NMR (DMSO-d 6 ) : S 10.93 (s, 1H), 8.73 (s, 1 E 5 0 m g WffHyfcfrSr^rf-Sfi&l 1 0 0 fiS£#fc„ 

•1, 3-v?y^/v-4- (3-^h+->7i=*rS;) f5Vn [5, 4- 

b] f!J i?y-5-*ynK*1?-5 K 5.0g 

• */V!j?=if->y^/V-fe/Ha-X*/W->'>A 0.2g 

■ *<?T}i>Btyy*i'9J>. mmn o.i g 

4.7g 

[0 2 2 1] miW 2 *£8JSU 17y^ 2 0mg©?gt!M#£llr#-t-3 

«T©#jS£fc»jfcE.fc»)fc£-U!:&. ««*Si*E.£ 7y*i o o*&#fc„ 
3JMKU 5mlf-o7y//H:au tftCiW 

•1, 3—^^-4- (3-* h*->7i=*r;/) f^Vc [5, 4- 

h] t5-^y-5-«tt;K 2.o g 



••••1000ml 



A6 1P 3/10 
9/10 
11/00 
11/06 
13/12 
17/00 
17/06 
19/10 
25/16 



31/04 
35/02 
37/00 
37/08 
43/00 



CC04 CC05 CC09 DD03 EE02 
HH08 JJ06 KK02 KK09 PP06 
PP07 PP08 PP09 PP10 PP11 
PP12 PP13 
4C086 AA03 CB05 NA14 ZA02 ZA33 
ZA34 ZA36 ZA59 ZA66 ZA70 
ZA75 ZA81 ZA89 ZA97 ZB07 
ZB13 ZB15 ZB27 ZB35 ZC20 
ZC35 
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